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Therefore, I claim: 

1 . A method of treating or preventing sitosterolemia, comprising 
administering to a mammal in need of such treatment an effective amount of at 
least one sterol absorption inhibitor, or pharmaceutically acceptable salt or solvate 
of the least one sterol absorption inhibitor, or prodrug of the at least one sterol 
absorption inhibitor or pharmaceutically acceptable salt or solvate of the least one 
sterol absorption inhibitor, or mixture thereof. 

2. The method of claim 1 , wherein the at least one sterol absorption 
inhibitor is represented by Formula (I): 



or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Formula (I) or of the isomers thereof, or prodrugs of the compounds 
of Fonmula (I) or of the isomers, salts or solvates thereof, wherein: 

Ar^ is R3-substituted aryi; 

Ar2 is R^-substituted aryl; 

Ar3 is R5-substituted aryl; 

Y and Z are independently selected from the group consisting of -CH2-. 
-CH(lower alkyi)- and -C(dilower alkyi)-; 
A is -0-, "S-, -S(0>- or -S{0)2-: 

r1 is selected from the group consisting of -0R6, -0(C0)R6, -0(C0)0R9 
and -0(CO)NR6r7; 

r2 is selected from the group consisting of hydrogen, lower alkyl and aryl; 
or R"! and r2 together are =0; 
q is 1 , 2 or 3; 
p is 0, 1, 2, 3 or4; 



R' 

Ar-A-Ys-C-Z, 

r2 




(I) 
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r5 is 1-3 substituents independently selected from the group consisting of - 
0R6, .0(C0)R6. -0(C0)0R9. -0(CH2)1.50R9. -0(CO)NR6r7, -NR6r7, 
-NR6(CO)r7, -NR6(C0)0R9, -NR6(CO)NR7r8, .NR^SOa-lower alkyi, -NR6s02- 
aryl, -CONR6r7, .C0R6, -S02NR6r7, S(O)0-2-alkyl. S(O)0.2-aryl. 
-O(CH2)1-10-COOR6,-O(CH2)1-10CONR6r7, o-halogeno, m-halogeno, o-lower 
alkyi, m-lower alkyi, -{lower alkylene)-COOR6, and -CH=CH-C00R6; 

r3 and r4 are independently 1-3 substituents independently selected from 
the group consisting of r5, hydrogen, p-lower alkyi, aryl, -NO2, -CF3 and p- 
halogeno; 

r6, r7 and r8 are independently selected from the group consisting of 
hydrogen, lower alkyi, aryl and aryl-substituted lower alkyi; and 
r9 is lower alkyi, aryl or aryl-substituted lower alkyi. 



3. The method of claim 1 . wherein the at least one sterol absorption 
inhibitor is represented by Formula (II): 



R 



19 



Ar^-R^-Q, 



J N 



(II) 



or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Formula (II) or of the isomers thereof, or prodrugs of the compounds 
of Formula (II) or of the isomers, salts or solvates thereof, wherein: 

A is selected from the group consisting of R^-substituted heterocycloalkyi, 
R2-substituted heteroaryl, R2-substltuted benzofused heterocycloalkyi, and r2- 
substituted benzofused heteroaryl; 

Ar"! is aryl or R^-substituted aryl; 

Ar2 is aryl or R^-substituted aryl; 
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Q is a bond or, with the 3-position ring carbon of the azetidinone, forms the 

"Rf-(R')a 

spiro group ^ ; 

r1 is selected from the group consisting of 

-(CH2)q-, wherein q is 2-6, provided that when Q forms a spiro ring, q 
can also be zero or 1 ; 

-(CH2)e-G-(CH2)r. wherein G is -0-, -C(0)-, phenylene, -NR8- or 
-S(O)0-2-e is 0-5 and r is 0-5, provided that the sum of e and r is 1-6; 

-(C2-C6 alkenylene)-; and 

-(CH2)^V-(CH2)g-, wherein V is C3-C6 cycloalkylene, f is 1-5 and g is 
0-5, provided that the sum of f and g is 1-6; 
rSIs 

-CH-, -C(C^-C6 alkyi)-, -CF- -C(OH)-, -C(C6H4-RQ)-, -N-, or-^-NO' ; 

r6 and r7 are independently selected from the group consisting of -CH2-, 
-CH(C1-C6 alkyI)-, -C(di-(Ci-C6) alkyI), -CH=CH- and -C(C1-C6 alkyl)=CH-; or r5 

together with an adjacent R^, or r5 together with an adjacent R^, form a -CH=CH- 
or a -CH=C(C1-C6 alkyI)- group; 

a and b are independently 0, 1 , 2 or 3, provided both are not zero; provided 
that when r6 is -CH=CH- or -C(Ci-C6 alkyl)=CH-, a is 1 ; provided that when pJ is 
-CH=CH- or -C(C1-C6 alkyl)=CH-, b is 1 ; provided that when a is 2 or 3, the r6's 

can be the same or different; and provided that when b is 2 or 3, the R^'s can be 
the same or different: 

and when Q is a bond, R'' also can be: 

R10 1^12 f^10 Rio 

-M-Yd-9-Zh-.-X,n-(C)s-Yn-(C)t-Zp- or -Xj-(C)v-Yk-S(0)o.2-; 
M is -0-, -S-, -S(0)- or -S(0)2-; 

X, Y and Z are independently selected from the group consisting of -CH2-, 
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-CH(Ci-C6 alkyi)- and -C(dKCi-C6) alkyl); 

r10 and R12 are independently selected from the group consisting of 
-0R14, .0(C0)R14, -0(C0)0R16 and -0(CO)NR14r15; 

R^ ^ and R^^ are independently selected from the group consisting of 
hydrogen, (Ci-C6)alkyl and aryl; or R^^ and R^ 1 together are =0, or 

r12 and R''^ together are =0; 
d is 1.2 or 3; 
his 0, 1.2, 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m. n and p are independently 0-4; provided that at 
least one of s and t is 1 , and the sum of m, n, p, s and t is 1-6; provided that when 
p is 0 and t is 1 , the sum of m, s and n is 1-5; and provided that when p is 0 and s 
is 1 , the sum of m, t and n is 1-5; 

v is 0 or 1 ; 

j and k are independently 1-5, provided that the sum of j, k and v is 1-5; 

r2 is 1-3 substituents on the ring carbon atoms selected from the group 
consisting of hydrogen, (Ci-Cio)alkyl, (C2-Cio)alkenyl, (C2-Cio)alkynyl. 

(C3-C6)cycloalkyl, (C3-C6)cycloalkenyl, R'l^.substituted aryl, Rl7_substituted 

benzyl, R^l ^-substituted benzyloxy, R'l^-substituted aryloxy, halogeno, -NR''4r15^ 

Nr14r15(ci.C6 alkylene)-, NR14r15c(0)(Ci-C6 alkylene)-,-NHC(0)Rl6, OH, 

Ci-Ce aikoxy, -0C(0)R16, -C0R14, hydroxy(Ci-C6)alkyl, (Ci-C6)alkoxy(Ci- 

C6)alkyl, NO2, -S(O)0.2R^^, -S02NR14r15 and -(C1-C6 alkylene)COORl4; 

when r2 Is a substituent on a heterocycloalkyi ring, r2 is as defined, or is =0 



is hydrogen, (Ci-C6)alkyl, aryl, (Ci-C6)alkoxy. aryloxy, (Ci-C6)alkylcarbonyl, 
aryicarbonyl, hydroxy, -(CH2)1-6CONR''8r18^ 



or 




and, where r2 is a substituent on a substitutable ring nitrogen, it 




o 



wherein J is -0-, -NH-, -NR1 8. or -CH2-; 
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r3 and r4 are independently selected from the group consisting of 1-3 
substituents Independently selected from the group consisting of (Ci-C6)alkyl, 
-0R14, .0(C0)R14. .0(C0)0R16. -0(CH2)1-50R14, ^(CO)NR14r15, 
-NR14r15 -NR14(C0)R15 -NR'«4(C0)0R16, -NR'>4{CO)NR15r19, 
-NR14s02R''6. -C00R14, .CONR14r15, .cOR14, -S02NR14r15, S(0)o-2R''6. 
-0(CH2)1.10-COOR''4, -O(CH2)1.10CONR14r15 .(C1-C6 alkylene)-COORl4. 
-CH=CH-COOR''4, .CF3, -CN, -NO2 and halogen; 

r8 Is hydrogen, (Ci-C6)alkyl, aryl (Ci-C6)alkyl, -C(0)r14 or-COORl4; 

r9 and R'*^ are Independently 1-3 groups independently selected from the 
group consisting of hydrogen. (Ci-C6)alkyl. (Ci-C6)alkoxy, -COOH, NO2, 
-NR14r15_ oh and halogeno; 

r14 and R^ ^ are independently selected from the group consisting of 
hydrogen, (Ci-C6)alkyl, aryl and aryl-substituted (Ci-C6)alkyl; 

rIS is (Ci-C6)alkyl, aryl or R^^-substituted aryl; 

r1 8 is hydrogen or (Ci-C6)alkyl; and 

r1 9 Is hydrogen, hydroxy or (Ci -C6)alkoxy. 



4. The method of claim 1 , wherein the at least one sterol absorption 
inhibitor is represented by Formula (III): 

R 

ArV iC)q. S(0),^ -Ar^ 



(III) 

or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Formula (ill) or of the isomers thereof, or prodrugs of the 
compounds of Fomnula (III) or of the isomers, salts or solvates thereof, wherein: 

Ar'l is aryl, RlO-substituted aryl or heteroaryl; 

Ar2 Is aryl or R4.substituted aryl; 

Ar3 is aryl or R^-substituted aryl; 
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X and Y are independently selected from the group consisting of -CH2-, 
-CH(lower alkyi)- and -C(dilower alkyi)-; 

R is -0R6. -0(C0)R6. -0(C0)0R9 or .0(CO)NR6r7; 

rI is hydrogen, lower alkyi or aryl; or R and R'' together are =0; 

q is 0 or 1 ; 

r is 0, 1 or 2; 

m and n are independently 0, 1 , 2, 3, 4 or 5; provided that the sum of m, n 
and q is 1 , 2, 3, 4 or 5; 

r4 is 1-5 substituents independently selected from the group consisting of 
lower alkyi, -0R6, .0(C0)R6. -0(C0)0R9. -0(CH2)1-50R6. -0(CO)NR6r7. 
-NR6r7, .NR6(C0)R7, -NR6(C0)0R9, -NR6(CO)NR7r8, .NR6s02R9. -C00R6. 
-CONR6r7, -C0R6, .S02NR6r7. S(0)0-2R9. -0(CH2)1-10-COOR6, 
-O{CH2)1-10CONR6r7, -(lower alkylene)COOR6 and -CH=CH-C00R6; 

r5 is 1-5 substituents independently selected from the group consisting of 
-0R6. -0(C0)R6, -0(C0)0R9. .0(CH2)1-50R6, -0(CO)NR6r7, -NR6r7, 
-NR6(C0)R7. -NR6(C0)0R9, -NR6(CO)NR7r8, .NR6s02R9. -C00R6, 
-CONR6r7, -C0R6, -S02NR6r7, S(0)0-2R9. -0(CH2)1-10-COOR6, 
-O(CH2)1-10CONR6r7, -CF3. -CN, -NO2. halogen, -(lower alkylene)COOR6 and 
-CH=CH-C00R6; 

r6, r7 and r8 are independently selected from the group consisting of 
hydrogen, lower alkyi, aryl and aryl-substituted lower alkyi; 

r9 Is lower alkyi, aryl or aryl-substituted lower alkyi; and 

r1 0 is 1 -5 substituents independently selected from the group consisting of 
lower alkyi, -0R6. -0(C0)R6. -0(C0)0R9, -0(CH2)1-50R6. -0(CO)NR6r7. 
-NR6r7, -NR6(C0)R7, -NR6(C0)0R9, -NR6(CO)NR7r8, .NR6s02R9. -C00R6. 
-CONR6r7. .cOR6. .S02NR6r7, S(0)0-2R9. -0(CH2)1-10-COOR6. 
-O(CH2)1-10CONR6r7, -CF3, -CN, -NO2 and halogen. 
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5. The method of claim 1 , wherein the at least one sterol absorption 
inhibitor Is represented by Fomnula (IV): 

R4 



(R3)u- 



O R21 

(IV) 

or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Formula (IV) or of the Isomers thereof, or prodrugs of the 
compounds of Formula (IV) or of the Isomers, salts or solvates thereof, wherein: 
Rl is 

-CH-. -C(loweralkyl)-. -tp-, -fc(OH)-, -fc(C6H5)-. -fc(C6H4-Ri5)-. 
-N- or -^O" ; 

R2 and R3 are Independently selected from the group consisting of: 
-CH2-, -CH(lower alkyi)-, -C(di-lower alkyi)-, -CH=CH- and -C(lower alkyl)=CH-; or 
R1 together with an adjacent R2, or Ri together with an adjacent R3, fomn a 
-CH=CH- or a -CH=C(lower alkyi)- group: 

u and V are independently 0, 1 , 2 or 3, provided both are not zero; provided 
that when R2 is -CH=CH- or -C(lower alkyl)=CH-, v is 1 ; provided that when R3 is 
-CH=CH- or -C(lower alkyl)=CH-, u is 1 ; provided that when v is 2 or 3, the R2's can 
be the same or different; and provided that when u is 2 or 3, the R3's can be the 

same or different; 

R4 is selected from B-(CH2)mC(0)-, wherein m is 0, 1 , 2, 3, 4 or 5; 

B-(CH2)q-, wherein q is 0, 1, 2, 3, 4, 5 or 6; 

B-(CH2)e-Z-(CH2)r. wherein Z is -0-, -C(0)-, phenylene, -N(R8)- or 
-S(O)0-2-. e is 0, 1 , 2, 3, 4 or 5 and r is 0, 1 , 2, 3, 4 or 5, provided that the 
sum of e and r is 0, 1 , 2, 3, 4, 5 or 6; 
B-(C2-C6 alkenylene)-; 
B-(C4-C6 alkadienylene)-; 
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B-(CH2)t-Z-{C2-C6 alkenylene)-, wherein Z is as defined above, and 
wherein t is 0, 1 , 2 or 3, provided that the sum of t and the number of carbon 
atoms in the alkenylene chain is 2, 3, 4, 5 or 6; 

B-(CH2)f-V-(CH2)g-. wherein V is C3-C6 cycloalkylene, f is 1 , 2, 3. 4 or 5 
and g is 0. 1 , 2, 3, 4 or 5, provided that the sum of f and g is 1 , 2, 3, 4, 5 or 6; 
B-(CH2)^V-(C2-C6 alkenylene)- or 

B-(C2-C6 alkenylene)-V-(CH2)t-, wherein V and t are as defined above, 
provided that the sum of t and the number of carbon atoms in the alkenylene 
chain is 2, 3, 4, 5 or 6; 

B-(CH2)a-Z-(CH2)b-V-(CH2)d-. wherein Z and V are as defined above and 
a, b and d are independently 0, 1 , 2, 3, 4, 5 or 6, provided that the sum of a, 
b and d is 0, 1 , 2, 3, 4, 5 or 6; or T-(CH2)s-. wherein T is cycloalkyi of 3-6 
carbon atoms and s is 0, 1 , 2, 3, 4, 5 or 6; or 



R1 and R4 together form the group B-CH=C- ; 

B is selected from Indanyl. Indenyl, naphthyl, tetrahydronaphthyl, heteroaryl 
or W-substituted heteroaryl, wherein heteroaryl is selected from the group 
consisting of pyrrolyl, pyridinyl, pyrimidinyl, pyrazinyl, triazinyl, imidazolyl, thiazolyl. 
pyrazolyl, thienyl, oxazolyl and furanyl, and for nitrogen-containing heteroaryls, the 
N-oxides thereof, or 



W is 1 to 3 substituents independently selected from the group consisting 
of lower alkyi, hydroxy lower alkyi, lower alkoxy, alkoxyalkyi, alkoxyalkoxy. 
alkoxycarbonylalkoxy, (lower alkoxyimino)-lower alkyi, lower alkanedioyi, lower 
alkyi lower alkanedioyi, allyioxy, -CF3, -OCF3, benzyl, R7-benzyl, benzyloxy. 
R7-benzyloxy, phenoxy, Ry-phenoxy, dioxolanyl, N02,-N(R8)(R9), 
N(R8)(R9)-lower alkylene-, N(R8)(R9)-lower alkylenyloxy-, OH, halogeno. -CN. -N3, 
-NHC(O)ORi0. -NHC(0)Rio. R11O2SNH-, (R1102S)2N-, -S(0)2NH2, 
-S(O)0-2R8. tert-butyldimethyl-silyloxymethyl. -C(0)Ri2. -COOR19, -CON(R8)(R9). 
-CH=CHC(0)R12, -lower alkylene-C(0)Ri2, Rl0C(O)(lower alkylenyloxy)-, 
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I — ^ 



N(R8)(R9)C(0)(lower alkylenyioxy)- and 



- CH2- N 




for substitution on ring 



carbon atoms, 

and the substituents on the substituted heteroaryl ring nitrogen atoms, when 
present, are selected from the group consisting of lower alkyi, lower alkoxy, 
-C(0)ORio, -C(O)Ri0. OH, N(R8)(R9)-loweralkylene-,N(R8)(R9)-lower 
alkylenyioxy-, -S(0)2NH2 and 2-(trlmethylsilyl)-ethoxymethyl: 

R7 is 1-3 groups independently selected from the group consisting of lower 
alkyI, lower alkoxy, -COOH, NO2, -N(R8)(R9). OH, and halogeno; 

R8 and R9 are independently selected from H or lower alkyI; 

Rl 0 is selected from lower alkyI, phenyl, Ry-phenyl, benzyl or Ry-benzyl; 

R1 1 is selected from OH, lower alkyi, phenyl, benzyl, R7-phenyl or R7- 
benzyl; 

R12 is selected from H, OH, alkoxy, phenoxy, benzyloxy. 



Rl3 is selected from -0-, -CH2-, -NH-, -N(lower alkyI)- or -NC(0)Rl9: 
R15, RI6 and R17 are independently selected from the group consisting of 
H and the groups defined for W; or R15 is hydrogen and R16 and R17, together 
with adjacent carbon atoms to which they are attached, fonn a dioxolanyl ring; 
R19 is H, lower alkyI, phenyl or phenyl lower alkyI; and 
R20 and R21 are independently selected from the group consisting of 
phenyl, W-substituted phenyl, naphthyl, W-substituted naphthyl, indanyl, indenyl, 
tetrahydronaphthyl, benzodioxolyl, heteroaryl, W-substituted heteroaryl, 
benzofused heteroaryl, W-substituted benzofused heteroaryl and cyclopropyl, 
wherein heteroaryl is as defined above. 




. -N(R8)(R9). lower alkyI, phenyl or R7-phenyl; 



6. The method of claim 1 , wherein the at least one sterol absorption 
inhibitor is represented by Formula (VA) or Formula (VB): 



B 



B 



R 



A 



R 



A 



E- 



R4 



/ — V 



R4 



(VA) 



(VB) 



or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Formula (VA) or (VB) or of the isomers thereof, or prodrugs of the 
compounds of Formula (VA) or (VB) or of the isomers, salts or solvates thereof, 
wherein: 

A is -CH=CH-, -C=C- or -(CH2)p- wherein p is 0, 1 or 2; 



D is -(CH2)mC(0)- or -(CH2)q- wherein m is 1 . 2, 3 or 4 and q is 2, 3 or 4; 

E is Cio to C20 alkyi or -C(0)-(C9 to Ci9)-alkyl, wherein the alkyi is straight 
or branched, saturated or containing one or more double bonds; 

R is hydrogen, C1-C15 alkyI, straight or branched, saturated or containing 
one or more double bonds, or B-(CH2)r -. wherein r is 0, 1 , 2, or 3; 
R1. R2> R3. Rr. R2'. and Rs* are independently selected from the group consisting 
of hydrogen, lower alkyI, lower alkoxy, carboxy, NOj, NHg, OH, halogeno, lower 
alkylamino, dilower alkylamino, -NHC(0)0R5, R6O2SNH- and -S(0)2NH2; 



Bis 




B' is 




R4 is 



(0R5)n 
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wherein n is 0, 1 , 2 or 3; 

R5 is lower alkyi; and 
R6 is OH, lower alkyI, phenyl, benzyl or substituted phenyl, 
wherein the substituents are 1-3 groups independently selected from the group 
consisting of lower alkyI, lower alkoxy, carboxy, NO2, NHg, OH, halogeno, lower 
alkylamino and dilower alkylamino. 

7. The method of claim 1 , wherein the at least one sterol absorption 
inhibitor is represented by Formula (VI): 

, ^ N^O-G 
Ar'-R^-Q 




(VI) 

or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Fomiula (VI) or of the isomers thereof, or prodrugs of the 
compounds of Formula (VI) or of the isomers, salts or solvates thereof, wherein: 
r26 isHor OQI; 

G and G"* are independently selected from the group consisting of 



ilOR= 



H, 



—( >'II0R3 — ()"'0R3 , -CH; 

GO2R2 CHzOR^ 0R3 




0R33 

and 0R3 ^Ao^CH2R'^ ; 

R^CV/r'^^N^ provided that when R26 Is H or 

-^O^CH2R^ 
OH, G is not H; 

R. Ra and R*^ are independently selected from the group consisting of H, 
-OH, halogeno, -NH2, azido, (Ci-C6)alkoxy(Ci-C6)-alkoxy and -W-R30; 
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wherein W is independently selected from the group consisting of -NH-C(O), 

-O-C(O)-, -0-C(0)-N(R31 .NH-C(0)-N(R31 y and -0-C(S)-N(R31 ).; 

r2 and r6 are independently selected from the group consisting of H, 
(Ci-C6)alkyl, aryl and aryl(Ci-C6)alkyI: 

r3, r4, r5, r7, rSb and R4a are independently selected from the group 
consisting of H. (Ci-C6)alkyl, aryl(Ci-C6)alkyl, -C(0)(Ci-C6)alkyl and -C(0)aryl; 

r30 is selected from the group consisting of R32-substituted T, 
R32.substituted-T-(C1 -C6)alkyl , R32.substltuted-(C2-C4)alkenyl, 
R32-substituted-{Ci -C6)alkyl, R32.substituted-(C3-C7)cycloalkyl and 
R32.substituted-(C3-C7)cycloalkyl(Ci-C6)alkyl; 

r31 is selected from the group consisting of H and (Ci-C4)alkyl; 

T is selected from the group consisting of phenyl, furyl, thienyl, pyrrolyl, 
oxazoiyi, isoxazolyl, thiazolyl, iosthiazolyl, benzothiazolyl, thiadlazolyl. pyrazolyl, 
imidazolyl and pyridyl; 

r32 is independently selected from 1-3 substituents independently selected 
from the group consisting of halogeno, (Ci-C4)alkyl, -OH, phenoxy, -CF3, -NO2, 
(Ci-C4)alkoxy, methylenedioxy, 0x0, (Ci-C4)alkylsulfanyl, (Ci-C4)alkylsulfinyl, 
(Ci-C4)alkylsulfonyl, -N(CH3)2. -C(O^NH(C1-C4)alkyl. -C(0)-N((Ci-C4)alkyl)2. 
-C(0)-(C1-C4)alkyl, -C(0)-(Ci-C4)alkoxy and pyrrolidinylcarbonyl; or 

r32 is a covalent bond and r31 , the nitrogen to which it is attached and r32 
form a pynrolidlnyl, piperidinyl, N-methyl-piperazinyl, indolinyl or morpholinyl group, 
ora (Ci-C4)alkoxycarbonyl-substituted pyn-olidinyl, piperidinyl, N- 
methylpiperazinyl, Indolinyl or morpholinyl group; 

Ar'' is aryl or RlO-substituted aryl; 

Ar2 is aryl or r1 1 -substituted aryl; 

Q is a bond or, with the 3-position ring carbon of the azetidinone, 

forms the spiro group )b ; and 

r1 is selected from the group consisting of: 
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-(CH2)q-, wherein q is 2-6, provided that when Q fomis a spiro ring, q 
can also be zero or 1 ; 

-(CH2)e-E-(CH2)r. wherein E is -0-, -C(0)-, phenylene, -NR22- or 
-S(0)o.2-. e is 0-5 and r is 0-5, provided that the sum of e and r is 1-6; 

-(C2-C6)allcenylene-; and 

-(CH2)^V-(CH2)g-. wherein V is C3-C6 cycloall<ylene, f is 1-5 and g is 
0-5, provided that the sum of f and g is 1-6; 
R12 is 

-CH-. -C(Ci-C6 all<yl)-. -CF-, -C(OH)-. -C(C6H4-R23)-, -N-, or -^NO" ; 

r13 and R'''* are independently selected from the group consisting of -CH2-, 
-CH(Ci-C6 alkyi)-. -C(di-(Ci-C6) alkyi), -CH=CH- and -C(Ci-C6 alkyl)=CH-; or 
rIZ together with an adjacent R^^, or R''2 together with an adjacent R''^. fomi a 
-CH=CH- or a -CH=C(Ci-C6 alkyi)- group; 

a and b are independently 0, 1 , 2 or 3, provided both are not zero; 

provided that when r13 is -CH=CH- or -C(Ci-C6 alkyl)=CH-. a is 1 ; 

provided that when R^ 4 is -CH=CH- or -C(C1 -Ce alkyl)=CH-, b is 1 ; 

provided that when a is 2 or 3, the R'' 3's can be the same or different; 

and 

provided that when b is 2 or 3. the R^^'s can be the same or different; 
and when Q is a bond, also can be: 

R15 Ij?^^ R15 R15 

-M-Yd-C-Zh-. -Xn,-(C)3-Y„-(C)t-Zp- or -Xj-(CK-Yk-S(0)o.2-: 

Rl6 R18 ,4l6 R16 

M is -0-, -S-, -S(0)- or -S(0)2-; 

X, Y and Z are independently selected from the group consisting of -CH2-, 
-CH(C1-C6)alkyl- and -C(di-(Ci-C6)alkyl); 

rIO and R'' 1 are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of (Ci-C6)alkyl, 
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-0R19, -0(C0)R''9, -0(C0)0R21, -0(CH2)1-50R19, -O(CO)NR19r20. 
.Nr19r20, -NR19(CO)R20, .NR19(C0)0R21. -NR19(CO)NR20r25, 
-NR19s02R21, -COOR19. -CONR19r20. .C0R19. -SO2NR19r20. S(0)o.2R21. 
-O(CH2)1-10-COOR''9, -O{CH2)1-10CONR19r20, -(C1-C6 alkylene)-COORl9, 
-CH=CH-C00R''9, -CF3, -CN, -NO2 and halogen; 

r1 5 and R^ 7 are Independently selected from the group consisting of 
-0R19, -0(C0)R19, .0(C0)0R21 and -O(CO)NR19r20; 

rI 6 and 8 are independently selected from the group consisting of H. 
(Ci-C6)alkyl and aryl; or R^S and R^^ together are =0. or r17 and R^S together 

are =0; 

d Is 1,2 or 3; 
his 0,1,2, 3 or 4; 

s is 0 or 1 ; t is 0 or 1 ; m, n and p are independently 0-4; provided that at 
least one of s and t is 1 , and the sum of m, n, p, s and t is 1-6; provided that when 
p is 0 and t is 1 , the sum of m, s and n is 1-5; and provided that when p is 0 and s 
is 1, the sum of m, t and n is 1-5; 

v Is 0 or 1; 

j and k are independently 1-5, provided that the sum of j, k and v is 1-5; 

R15 

-Xj-(C)^-Yk-S(0)o.2- 

and when Q Is a bond and R^ is R^® 
Ar1 can also be pyridyl, isoxazolyl, furanyl, pyrrolyl, thienyl, imidazolyl, pyrazolyl, 
thiazolyl, pyrazinyl, pyrimidinyl or pyridazinyl; 

r19 and r20 are independently selected from the group consisting of H, 
(Ci-C6)alkyl, aryl and aryl-substituted (Ci-C6)alkyl; 

r21 is (Ci-C6)alkyl, aryl or R24-substltuted aryl; 

r22 is H, {Ci-C6)alkyl, aryl (Ci-C6)alkyl, -C(0)R19 or -C00R19; 

r23 and r24 are independently 1-3 groups independently selected from the 
group consisting of H, (Ci-C6)alkyl. (Ci-C6)alkoxy, -COOH. NO2, -NR''9r20, .qh 
and halogeno; and 
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r25 is H, -OH or (Ci-C6)alkoxy. 



8. The method of claim 1 , wherein the at least one sterol absorption 
inhibitor is represented by Formula (VII): 



or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Formula (VII) or of the isomers thereof, or prodrugs of the 
compounds of Formula (VII) or of the isomers, salts or solvates thereof, wherein: 

Ar^ and Ar2 are independently selected from the group consisting of aryl 

and R^-substituted aryl; 

Ar3 is aryl or R^-substituted aryl; 

X, Y and Z are independently selected from the group consisting of -CH2-, 
-CH{lower alkyi)- and -C(dilower alkyi)-; 

R and r2 are independently selected from the group consisting of -0R6, 
-0(C0)R6, -0(C0)0R9 and -0(CO)NR6r7; 

rI and r3 are independently selected from the group consisting of 
hydrogen, lower alkyi and aryl; 
q is 0 or 1 ; 
r is 0 or 1; 

m, n and p are independently 0, 1, 2, 3 or 4; 

provided that at least one of q and r is 1 , and the sum of m, n, p, q 
and r is 1 , 2, 3, 4, 5 or 6; and 

provided that when p is 0 and r is 1 , the sum of m, q and n is 1 . 2, 3. 4 

or 5; 

r4 is 1-5 substituents independently selected from the group consisting of lower 
alkyI, -0R6, .0(C0)R6. -0(C0)0R9, -0(CH2)1-50R6, -0(CO)NR6r7, -NR6r7, 
-NR6(C0)R7, ^NR6(C0)0R9. -NR6(CO)NR7r8, -NR6s02R9. -COORS, 




(VII) 
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-CONR6r7, .cOR6. -S02NR6r7, -S(0)o.2R9. -0(CH2)1-10-COOR6. 
-0(CH2)1-1GCONR6r7. -(lower alkylene)COOR6, .CH=CH-C00R6, .CF3, -CN, 
-NO2 and halogen; 



-0(C0)R6. -0(C0)0R9, -0(CH2)1.50R6. -0(CO)NR6r7. .nr6r7. .NR6(C0)R7. 
-NR6(C0)0R9, -NR6(CO)NR7r8. .NR6s02R9. -C00R6, -CONR6r7, .C0R6, 
-S02NR6r7. -S(0)o.2RQ. -0(CH2)1-10-COOR6. .O(CH2)1-10CONR6r7, 
-(lower alkytene)COOR6 and -CH=CH-C00R6; 

r6, r7 and R^ are Independently selected from the group consisting of 
hydrogen, lower alkyi, aryl and aryl-substituted lower alkyi; and 

r9 is lower alkyi, aryl or aryl-substituted lower alkyi. 

9. The method of claim 1 , wherein the at least one sterol absorption 
inhibitor is represented by Fomiula (VIII): 



or phamaceutically acceptable salts or solvates of the compound of Formula (VIII) 
or prodrugs of the compound of Formula (VIII) or of the salts or solvates thereof. 

1 0. The method of claim 1 , wherein the at least one sterol absorptton 
Inhibitor is represented by Formula (IX): 

OR^ 

Ar^— CH— Q__0"'^26 



r5 is 1-5 substituents independently selected from the group consisting of -0R6, 




,OH 



(VIII) 




(IX) 
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or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Formula (IX) or of the isomers thereof, or prodrugs of the 
compounds of Fomnula (IX) or of the isomers, salts or solvates thereof, wherein: 
r26 is selected fmm the group consisting of: 

a) OH; 

b) OCH3; 

c) fluorine and 

d) chlorine, 

is selected from the group consisting of 

^ _(J^.,„or3 , -(J>..,ior3 . -ch2-^Vhior^ . 

COzR^ X^HzOR® OR^ 

OR^^ 



^^^^c"^^^ -SO3H; natural and unnatural 

OR^ qAq'^CHzR'' . ^'"'"^ 



-O'^CHzR^ 

R, R3 and R^ are independently selected from the group consisting of H, 
-OH, halogeno, -NH2. azido, (Ci-C6)alkoxy(Ci-C6)-alkoxy and -W-R30; 

W is independently selected from the group consisting of 
-NH-C(O)-, -O-C(O)-, -0-C(0)-N(R31)-, -NH-C(0)-N(R31 )- and 
-0-C(S)-N(R31)-; 

r2 and r6 are independently selected from the group consisting of H, 
(Ci-C6)alkyl, aryl and aryl(Ci-C6)alkyl; 

r3, r4, r5, r7, R3a and R^a are independently selected from the group 
consisting of H, (Ci-C6)alkyl, aryl(Ci-C6)alkyl, -C(0)(Ci-C6)alkyl and -C(0)aryl 

r30 is independently selected fonn the group consisting of 

R32.substituted T, R32.substltuted-T-(Ci-C6)alkyl, 

R32-substituted-(C2-C4)alkenyl, R32-substituted-(Ci -C6)alkyl, 
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R32.substituted-{C3-C7)cycloalkyI and R32-substituted-(C3-C7)cycloalkyl(Ci - 
C6)alkyl; 

r31 is independently selected from the group consisting of H and 
(Ci-C4)alkyl; 

T is independently selected from the group consisting of phenyl, furyl, 
thienyl, pyrrolyl, oxazolyl, isoxazolyl, thiazolyl, iosthiazoiyi, benzothiazolyl, 
thiadiazolyl, pyrazolyl, Imidazolyl and pyridyl; 

r32 is independently selected from 1-3 substituents Independently selected 
from the group consisting of H, halogeno, (Ci-C4)alkyl, -OH, phenoxy, -CF3, -NO2. 
(Ci-C4)alkoxy, methylenedfoxy, 0x0, (Ci-C4)alkylsulfanyl, (Ci-C4)alkylsulf!nyl, 
{Ci-C4)alkylsulfonyl, -N(CH3)2, -C(0)~NH(Ci-C4)alkyl, -C(0)-N((Ci-C4)alkyl)2, 
-C(0)-(Ci-C4)alkyl, -C(0)-(Ci-C4)alkoxy and pyrrolidinylcarbonyl; or r32 is a 

covalent bond and R^^ . the nitrogen to which it Is attached and r32 form a 
pyrrolidinyl, piperidinyl, N-methyl-piperazinyl, indolinyl or morpholinyl group, or a 
(Ci-C4)alkoxycarbonyI-substituted pyrrolidinyl, piperidinyl, N-methylpiperazinyl, 
indolinyl or morpholinyl group; 

Ar"! is aryl or R'lO-substituted aryl; 

Ar2 is aryl or R^ ''-substituted aryl; 

Q is -(CH2)q", wherein q is 2-6, or, with the 3-position ring carbon of the 
azetidinone, 

forms the spiro group ; 
Rl2js 

II III II 

-CH-. -C(Ci-C6 alkyi)-, -CF-, -C(OH)-, -C(C6H4-R23)-, -N-, or -^NO" ; 

R''3 and R^'^ are independently selected from the group consisting of -CH2-, 
-CH(C1-C6 alky!)-, -C(di-(Ci-C6) alkyI), -CH=CH- and -C(Ci-C6 alkyl)=CH-; or 
r12 together with an adjacent r13, ©r R''2 together with an adjacent R^^, fonn a 
-CH=CH- or a -CH=C(Ci-C6 alkyI)- group; 
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a and b are Independently 0, 1 , 2 or 3, provided both are not zero; provided 
that when R^S js .CH=CH. or -C(Ci-C6 alkyl)=CH-. a is 1; provided that when r14 
is -CH=CH- or -C(Ci-C6 alkyl)=CH-. b is 1 ; provided that when a is 2 or 3, the 

R^S's can be the same or different; and provided that when b is 2 or 3, the R^^'s 
can be the same or different; 

r10 and R'^ ^ are independently selected from the group consisting of 1-3 
substituents independently selected from the group consisting of (Ci-C6)alkyl, 

-0R19, -0(C0)R19 .0(C0)0R21, .0(CH2)1-50R19, -O(CO)NR19r20, 
-NR19r20, .NR19(CO)R20, -NR19{C0)0R21, -NR19(CO)NR20r25, 
-NR19s02R21. -COOR''9, .CONR19r20, .cOR19, -SO2NR19r20, S(0)0-2R21, 
-0(CH2)1-10-COOR19, -O(CH2)1.10CONR19r20^ -(Ci-C6 alkylene)-COORl9, 
-CH=CH-C00R19, .CF3, -CN, -NO2 and halogen; 

Ar"! can also be pyridyl, isoxazolyl, furanyl, pyrrolyl, thienyl, imidazolyl. 
pyrazolyl, thiazolyl, pyrazinyl, pyrimidinyl or pyridazinyl; 

R''9 and r20 are independently selected from the group consisting of H. 
(Ci-C6)alkyl, aryl and aryl-substituted (Ci-C6}alkyl; 

r21 is (Ci-C6)alkyl, aryl or R24.substituted aryl; 

r22 is H, (Ci-C6)alkyl, aryl (Ci-C6)alkyi, -C(0)R19 or-COORl9; 

r23 and r24 are independently 1-3 groups independently selected from the 
group consisting of H, (Ci"C6)aikyl, (Ci-C6)alkoxy, -COOH, NO2, -NR19r20, .qH 
and haiogeno; and 

r25 is H, -OH or {Ci-C6)alkoxy. 

1 1 . The method of claim 10, wherein the at least one sterol absorption 
inhibitor is represented by Formula (X): 
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X 

or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Formula (X) or of the isomers thereof, or prodrugs of the compounds 
of Formula (X) or of the isomers, salts or solvates thereof. 

12. The method of claim 10, wherein the at least one sterol absorption 
inhibitor is represented by Formula (XI): 




(XI) 

or isomers thereof, or pharmaceutically acceptable salts or solvates of the 
compounds of Fonmula (XI) or of the isomers thereof, or prodrugs of the 
compounds of Formula (XI) or of the isomers, salts or solvates thereof. 

1 3. The method according to claim 1 , wherein the sterol absorption 
inhibitor is administered to the mammal in an amount ranging from about 0.1 to 
about 30 milligrams of sterol absorption inhibitor per kilogram of mammal body 
weight per day. 

14. The method according to claim 13, wherein the sterol absorption 
inhibitor is administered to the mammal in an amount ranging from about 0.1 to 
about 15 milligrams of sterol absorption inhibitor per kilogram of mammal body 
weight per day. 

1 5. The method of claim 1 , further comprising administering to the 
mammal in need of such treatment an effective amount of at least one lipid 
lowering agent in combination with the at least one sterol absorption inhibitor. 
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16. The method of claim 1 5, wherein the lipid lowering agent is a HMG- 
CoA reductase inhibitor. 

1 7. The method of claim 1 6. wherein the HMG-CoA reductase inhibitor is 
selected from the group consisting of simvastatin, lovastatin, pravastatin, 
fluvastatin, atorvastatin, rosuvastatin, itavastatin and mixtures thereof. 

1 8. The method of claim 1 7, wherein the HMG-CoA reductase inhibitor is 
simvastatin or atorvastatin. 

19. The method of claim 1 5, wherein the sterol absorption inhibitor Is 
administered to the mammal in an amount ranging from about 0.1 to about 30 
milligrams of sterol absorption inhibitor per kilogram of mammal body weight per 
day. 

20. The method of claim 1 5, wherein the lipid lowering agent is 
administered to the mammal in an amount ranging from about 0.1 to about 80 
milligrams of lipid lowering agent per kilogram of mammal body weight per day. 

21 . The method of claim 1 5, wherein the sterol absorption inhibitor and 
lipid lowering agent are present in separate treatment compositions. 

22. The method of claim 1 5, comprising: 



a) a sterol absorption inhibitor represented by Formula (VIII): 




,0H 



(VIII) 



and 

b) at least one HMG-CoA reductase inhibitor. 
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23. The method of claim 22, wherein the HMG-CoA reductase inhibitor is 
selected from the group consisting of lovastatin, pravastatin, fluvastatin, 
simvastatin, atorvastatin, rosuvastatin, rtavastatin and mixtures thereof. 

24. A method of treating or preventing sitosterolemia comprising 
administering to a mammal in need of such treatment: 

(a) an effective amount of a sterol absorption inhibitor represented by 
Fomiula (Vlll): 



and 




25. A pharmaceutical composition for the treatment or prevention of 
sitosterolemia, comprising an effective amount of the sterol absorption inhibitor 
used in the method of Claim 1 in a pharmaceutically acceptable carrier. 

26. A pharmaceutical composition for the treatment or prevention of 
sitosterolemia, comprising an effective amount of the sterol absorption inhibitor 
used in the method of Claim 8 in a pharmaceutically acceptable carrier. 



27, A pharmaceutical composition for the treatment or prevention of 
sitosterolemia, comprising an effective amount of the compound of Formula (Vlll) 
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PH 



F 



(VIII) 



in a pharmaceutically acceptable carrier. 



28. A pharmaceutical composition for the treatment or prevention of 
sitosterolemia, comprising: 

a) an effective amount of the compound of Fonmula (VIII) 



b) an effective amount of a lipid lowering agent 
in a pharmaceutically acceptable carrier. 

29. The composition of claim 28, wherein the lipid lowering agent is a 
HMG CoA reductase inhibitor. 

30. The composition of claim 29, wherein the HMG CoA reductase 
inhibitor is selected from the group consisting of lovastatin, pravastatin, fluvastatin, 
simvastatin, atorvastatin, rosuvastatin, itavastatin and mixtures thereof. 




,0H 



F 



(VIII) 



and 



31 . The composition of claim 30, wherein the HMG CoA reductase 
inhibitor is simvastatin or atorvastatin. 



98 



32. A method of treating or preventing sitosterolemia, comprising 
administering to a mammal in need of such treatment: (1) an effective amount of at 
least one sterol absorption inhibitor, or pharmaceutically acceptable salt or solvate 
of the least one sterol absorption inhibitor, or prodrug of the least one sterol 
absorption Inhibitor or phannaceutically acceptable salt or solvate of the least one 
sterol absorption, or mixture thereof; and (2) an effective amount of at least one bile 
acid sequestrant or other lipid lowering agent. 

33. A method of treating or preventing sitosterolemia comprising 
administering to a mammal in need of such treatment: (1) an effective amount of at 
least one sterol absorption Inhibitor, or phamiaceutlcally acceptable salt or solvate 
of the least one sterol absorption inhibitor, or prodrug of the least one sterol 
absorption or pharmaceutically acceptable salt or solvate of the least one sterol 
absorption inhibitor, or mixture thereof; and (2) at least one sterol biosynthesis 
inhibitor. 

34. A method of reducing plasma or tissue concentration of at least one 
non-cholesterol sterol, 5a-stanol, or mixture thereof, comprising administering to a 
mammal in need of such treatment an effective amount of at least one treatment 
composition comprising an effective amount of at least one sterol absorption 
inhibitor or at least one stanol absorption inhibitor, or phannaceutically acceptable 
salt or solvate of the least one sterol absorption inhibitor or the at least one stanol 
absorption inhibitor, or prodoig of the least one sterol absorption inhibitor or the at 
least one stanol absorption Inhibitor or phannaceutically acceptable salt or solvate 
of the least one sterol absorption inhibitor or the at least one stanol absorption 
inhibitor, or mixture thereof. 

35. The method according to claim 34, wherein the non-cholesterol sterol 
is at least one phytosteroi. 

36. The method according to claim 35, wherein the phytosteroi Is selected 
from the group consisting of sitosterol, campesterol, stigmasterol, avenosterol, and 
mixtures thereof. 



99 



37. The method according to claim 36, wherein the phytosterol is selected 
from the group consisting of sitosterol and campesterol. 

38. The method according to claim 34, wherein the 5a-stanol is selected 
from the group consisting of cholestanol, 5a-campestanol, 5a-sitostanol and 
mixtures thereof. 

39. A method of reducing plasma or tissue concentration of at least one 
non-cholesterol sterol, 5a-stanol, or mixture thereof, comprising administering to a 
sitosterolemic mammal in need of such treatment an effective amount of at least 
one treatment composition comprising an effective amount of at least one sterol 
absorption inhibitor or at least one stanol absorption inhibitor, or pharmaceutically 
acceptable salt or solvate of the least one sterol absorption inhibitor or the at least 
one stanol absorption inhibitor, or prodrug of the least one sterol absorption 
inhibitor or the at least one stanol absorption inhibitor or pharmaceutically 
acceptable salt or solvate of the least one sterol absorption inhibitor or the at least 
one stanol absorption inhibitor, or mixture thereof. 



40. The method of 39, wherein the sterol absorption inhibitor is 
represented by Formula (VlII) 




(VIII) . 



41 . The method of claim 40, wherein the treatment composition further 
comprises at least one lipid lowering agent which is an HMG CoA reductase 
inhibitor. 
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42. The method of claim 41 , wherein the HMG CoA reductase inhibitor is 
simvastatin or atorvastatin. 

43. The method of claim 39, further comprising administering to the 
mammal in need of such treatment an effective amount of at least one bile acid 
sequestrant in combination with at least one of the sterol absorption inhibitors. 

44. The method of claim 39, wherein the sterol absorption inhibitor is 
represented by Formula (VIII) 



and the treatment composition further comprises at least one bile acid sequestrant. 

45. The method of claim 44, wherein the bile acid sequestrant is selected 
from the group consisting of cholestyramine, colesevelam hydrochloride, and 
colestipol. 

46. A pharmaceutical composition for the treatment or prevention of 
sitosterolemia, comprising: 

a) an effective amount of the compound of Formula (VIII) 




OH 



(VIII) 




,0H 



F 



(VIII) 



and 



b) 



an effective amount of a bile acid sequestrant 
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in a pharmaceutically acceptable carrier. 

47. The composition of claim 46, wherein the bile acid sequestrant is 
selected from the group consisting of cholestyramine, colesevelam hydrochloride, 
and colestipol. 

48. A method of treating vascular disease comprising administering to a 
mammal in need of such treatment an effective amount of at least one treatment 
composition comprising an effective amount of at least one sterol absorption 
inhibitor or at least one stanol absorption inhibitor, or pharmaceutically acceptable 
salt or solvate of the least one sterol absorption inhibitor or the at least one stanol 
absorption inhibitor, or prodrug of the least one sterol absorption inhibitor or the at 
least one stanol absorption inhibitor or pharmaceutically acceptable salt or solvate 
of the least one sterol absorption inhibitor or the at least one stanol absorption 
inhibitor, or mixture thereof to reduce plasma or tissue concentration of at least one 
non-cholesterol sterol, 5a-stanol or mixture thereof. 

49. A method of preventing or reducing arteriosclerosis comprising 
administering to a mammal in need of such treatment an effective amount of at 
least one treatment composition comprising an effective amount of at least one 
sterol absorption inhibitor or at least one stanol absorption inhibitor, or 
phannaceutically acceptable salt or solvate of the least one sterol absorption 
inhibitor or the at least one stanol absorption inhibitor, or prodrug of the least one 
sterol absorption inhibitor or the at least one stanol absorption inhibitor or 
pharmaceutically acceptable salt or solvate of the least one sterol absorption 
inhibitor or the at least one stanol absorption inhibitor, or mixture thereof to reduce 
plasma or tissue concentration of at least one non-cholesterol sterol, 5a-stanol or 
mixture thereof. 

50. A method of preventing or reducing atherosclerosis comprising 
administering to a mammal in need of such treatment an effective amount of at 
least one treatment composition comprising an effective amount of at least one 
sterol absorption inhibitor or at least one stanol absorption inhibitor, or 
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pharmaceuticaliy acceptable salt or solvate of the least one sterol absorption 
Inhibitor or the at least one stanol absorption inhibitor, or prodrug of the least one 
sterol absorption inhibitor or the at least one stanol absorption inhibitor or 
phamiaceutically acceptable salt or solvate of the least one sterol absorption 
inhibitor or the at least one stanol absorption inhibitor, or mixture thereof to reduce 
plasma or tissue concentration of at least one non-cholesterol sterol, 5a-stanol or 
mixture thereof. 

51 . A method of preventing or reducing risk of a cardiovascular event 
comprising administering to a mammal an effective amount of at least one 
treatment composition comprising an effective amount of at least one sterol 
absorption inhibitor or at least one stanol absorption inhibitor, or pharmaceuticaliy 
acceptable salt or solvate of the least one sterol absorption inhibitor or the at least 
one stanol absorption inhibitor, or prodrug of the least one sterol absorption 
inhibitor or the at least one stanol absorption inhibitor or pharmaceuticaliy 
acceptable salt or solvate of the least one sterol absorption inhibitor or tiie at least 
one stanol absorption inhibitor, or mixture thereof to reduce plasma or tissue 
concentration of at least one non-cholesterol sterol, 5a-stanol or mixture thereof. 

52. A method of preventing or reducing risk of a cardiovascular event 
comprising administering an effective amount of at least one treatment composition 
an effective amount of at least one sterol absorption inhibitor or at least one stanol 
absorption inhibitor, or pharmaceuticaliy acceptable salt or solvate of the least one 
sterol absorption inhibitor or the at least one stanol absorption inhibitor, or prodrug 
of the least one sterol absorption inhibitor or the at least one stanol absorption 
inhibitor or pharmaceuticaliy acceptable salt or solvate of the least one sterol 
absorption inhibitor or the at least one stanol absorption inhibitor, or mixture thereof 
to reduce plasma or tissue concentration of at least one non-cholesterol sterol, 5a- 
stanol or mixture thereof to a mammal having no history of clinically evident 
coronary heart disease prior to the initial administration. 

53. A method of reducing plasma or tissue concentration of at least one 
compound selected from the group consisting of phytosterols, 5a-stanols and 
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mixtures thereof, comprising administering to a sitosterolemic mammal in need of 
such treatment an effective amount of at least one sterol absorption inhibitor or a 
prodrug or a pharmaceutically acceptable salt thereof. 

54. A method of reducing plasma or tissue concentration of at least one 
compound selected from the group consisting of phytosterols, 5a-stanols and 
mixtures thereof, comprising administering to a mammal in need of such treatment 
an effective amount of at least one sterol absorption inhibitor or a prodrug or a 
pharmaceutically acceptable salt thereof and at least one lipid lowering agent. 

55. A method of reducing plasma or tissue concentration of at least one 
compound selected from the group consisting of phytosterols, 5a-stanols and 
mixtures thereof, comprising administering to a sitosterolemic mammal in need of 
such treatment an effective amount of at least one sterol absorption inhibitor or a 
prodrug or a pharmaceutically acceptable salt thereof and at least one lipid 
lowering agent. 

56. A method of reducing plasma or tissue concentration of at least one 
compound selected from the group consisting of phytosterols, 5a-stanols and 
mixtures thereof, comprising administering to a mammal in need of such treatment 
an effective amount of at least one sterol absorption inhibitor or a prodrug or a 
pharmaceutically acceptable salt thereof and at least one bile acid sequestrant. 

57. A therapeutic combination comprising: 

a) a first amount of the compound of Formula (VIII) 




,0H 



(VIII) 



and 
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b) a second amount of a lipid lowering agent, 
wherein the first amount and the second amount together comprise a 
therapeutically effective amount for the treatment or prevention of sitosterolemia in 
a mammal. 

58. A therapeutic combination comprising: 
a) a first amount of the compound of Formula (VIII) 



and 

b) a second amount of a bile acid sequestrant, 
wherein the first amount and the second amount together comprise a 
therapeutically effective amount for the treatment or prevention of sitosterolemia in 
a mammal. 




F 



(Vlll) 



